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Solid-phase synthesis
• The resin-bound parallel synthesis of 1,6-disubstituted 2,3-diketopiperazines and,
following borane reduction, 1,2-disubstituted piperazines from N-acylated amino
acids has been described (Nefzi et al., Tetrahedron Lett., 1999, 40(49), 8539-
8542).
• Combinatorial libraries of oxadiazoles have been prepared on solid support using
both tea bag and microtitre plate reactions (Hébert et al., Tetrahedron Lett., 1999,
40(49), 8547-8550). The starting aliphatic and aromatic nitriles were first
converted to amide oximes before cyclisation using N-protected amino acid
anhydrides.
• A new approach to the synthesis of 2β-methyl substituted penam derivatives via
the thermal rearrangement of penicillin sulphoxides on Merrifield resin has been
described (Delpiccolo and Mata, Tetrahedron: Asymmetry, 1999, 10(20), 3893-
3897).
• The efficient solid-phase synthesis of 14-membered macrocycles based on the
nucleophilic substitution reaction of 4-hydroxyproline with 3-fluoro-4-nitrobenzoic
acid has been described (Goldberg et al., Tetrahedron, 1999, 55(49), 13887-
13898).
• Oxime ethers attached to a polymer support have successfully been cyclised under
radical reaction conditions using triethylborane as the radical initiator (Miyabe et
al., Tetrahedron Lett., 1999, 40(48), 8387-8390).
• Trisubstituted aromatic indolizines have been prepared on solid-phase using a
[3+2] dipolar cycloaddition reaction of pyridinium salts with chalcones followed by
an oxidation (Goff, Tetrahedron Lett., 1999, 40(50), 8741-8745).
Novel solid-phase catalysts and reagents
• New amphiphilic solid-supported triaylphosphines have been designed and
prepared on polyethylene-grafted resins as catalysts of water-based allylic
substitution reactions (Danjo et al., Tetrahedron, 1999, 55(50), 14341-14352).
• Chiral palladium catalysts were prepared on solid-phase supports (both cross-
linked polystyrene and polyethyleneglycol-containing resins) and were used for
catalysing enantioselective allylic alkylation (Hallman et al., Tetrahedron:
Asymmetry, 1999, 10(20), 4037-4046).
• Polymer-supported electrophilic reagents have been developed that permit the 1,2-
functionalisation of glycals and are especially useful for the derivatisation of sugar-
derived glycals (Kirschning et al., Tetrahedron Lett., 1999, 40(51), 8999-9002).
• Chiral amines attached to polymer support have been used in the preparation of
lithium amides that can react with CS-symmetrical ketones to give enolates in an
enantioselective fashion (Majewski et al., Tetrahedron Lett., 1999, 40(50), 8755-
8758).
• Benzyl alcohol has been reacted with a 1-alkene to give the corresponding ketone
in the presence of a polystyrene-supported rhodium catalyst (Jun et al.,
Tetrahedron Lett., 1999, 40(50), 8897-8900).
• A recyclable polymer-supported ruthenium complex has been found to be an
effective catalyst for ring closing metathesis (Ahmed et al., Tetrahedron Lett.,
1999, 40(49), 8567-8662).
Solid-phase methodologies
• A colour test that reveals a violet or pink colour with primary, secondary and
tertiary alcohols attached to solid-phase support has been developed (Kuisle et al.,
Tetrahedron, 1999, 55(51), 14807-14812). This method is especially useful for
monitoring the synthesis of depsides and depsipeptides.
Solution-phase synthesis
• Liquid phase parallel synthesis has been used to develop the synthesis of novel
iminodiacetic acid derivatives targeted for the integrin receptors (Cheng et al.,
Tetrahedron Lett., 1999, 40(51), 895-8978).
Library applications
• 2-Methoxyaniline derivatives have been prepared on solid-phase resins using the
traceless silicon linker strategy (Curtet and Langlois, Tetrahedron Lett., 1999,
40(49), 8563-8566). This approach provides a promising opportunity to prepare
small libraries with biological activity at serotonin receptors.
• An approach to a combinatorial library of galactofuranose mimics suitable as
potential inhibitors of mycobacterial cell wall biosynthesis has been devised (Lee et
al., Tetrahedron Lett., 1999, 40(49), 8689-8692).
• Following the parallel synthesis of 3-aryloxy-2-propanolamines, these compounds
were evaluated as ligands with dual affinity for 5-HT1A and 5-HT re-uptake
receptors (van Niel et al., Bioorg. Med. Chem. Lett., 1999, 9(22), 3243-3248).
